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(57) Abstract: 

PROBLEM TO BE SOLVED: To safely and profitably 
obtain the subject compound important as a raw material 
for medicines by reacting an optically active 
N-substituted azetidine-2-carboxylic acid having a 
specific substituent with (thio)phenol in the presence 
of an amine. 

SOLUTION: This method for producing an optically active 
azetidine-2- carboxylic acid comprises reacting (A) an 
optically active N-substituted azetidine-2-carboxylic 
acid of formula I (Ns is 2-nitrobenzenesulfonyl, 4- 
nitrobenzenesulfonyl or 2,4-dinitrobenzenesulfonyl; * 
exhibits an asymmetric carbon atom) [for example, 
(S)-N-2-nitrobenzenesulfonyl-azetidine-2-carboxylic 
acid] with (B) (thio)phenol in the presence of an amine 
(preferably an aliphatic amine such as n-propylamine). 
The component A can be obtained by subjecting an 
optically active N-substituted a-amino-y-halogenobutyric 
acid ester of formula II (R is a lower alkyl; X is a 
halogen) to a ring-closing reaction in the presence of a 
base and subsequently hydrolyzing the reaction product. 
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